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3. (Currently amended)A compound having the formula (1): 




,CONH 2 
O 




H0 2 C 
and salts thereof; 

wherein R is 



(I) 



-N (X) n - 



wherein X and X" are independently coloctod from C=0, C=S, C-NH, 
C=NR x ,S=OorS02; 

wherein n is 0 or 1 ; 

wherein R x is se l ected from alkyl, alkenyl, alkynyl, aryl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B is X"R Y , H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl 
or heterocyclyl; 

wherein R Y is s e lect e d from hydrido, alkyl, alkenyl, alkynyl, aiyl, 
heteroaryl, cycloalkyl, heterocyclyl or hydroxyl; 

wherein A is H, NH 2 , NHR A , NR A R B , alkyl, alkenyl, alkynyl, alkoxy, 
aryloxy, aryl, heteroaryl, cycloalkyl or heterocyclyl; 

wherein R A and R B are independently s e l e cted from alkyl, alkenyl, alkynyl, 
aryl, heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy, 
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wherein when n is 0, then A is additionally sel e ct e d from : 
O O o 



— <?-P OR 30 — <— P R^-aaeV or — >-p 0 R 5 ° 

M ? I ? I 

OR 51 R 53 R 53 

wherein each of R^-R 53 is independently s clcctod from C1-C15 alkyl; 
alternatively, wherein B and A together form a 5-7 membercd 
heterocyclic or heteroaryl ring; 

wherein R 1 is 

£ N (X') m A' 

wherein X* and X m are independently s e l e ct e d from C=0, OS, C=NH, 
G=NR x ',S=OorS02; 

wherein m is 0 or 1 ; 

wherein R x is s e l e ct e d from alkyl, alkenyl, alkynyl, aryl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' is X'"R Y, t H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloalkyl 
or hcterocyclyl; 

wherein R^is s e l e ct e d from hydrido, alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl, heterocyclyl or hydroxyl; 

wherein A f is alkyl, alkenyl, alkynyl, alkoxy or aryloxy; 
provided that when B' is H and X* is OO, then A' is other than 

(a) -(Ci-Ci 6 xrasubstitutedalkyl)-NH2; 

(b) -(Ci-Ciounsubstitutedalkyl^-NHCCOiR 0 , wherein R D is -Ci-C 18 
alkyi, optionally substituted with up to one hydroxyl, carboxyl or C1-C3 alkoxy, or one to 
three halo substituents; 

(c) -Ci-C] s alkyl, optionally substituted with up to one hydroxyl, carboxyl 
or C1-C3 alkoxy, or one to three halo substituents; 

(d) -C4-C18 unsubstituted alkenyl; 

C059 US Resp to 082404 OA 092404 Page 4 of 78 



PAGE 5179' RCVDAT 9/24/2004 3:05:44 PM [Eastern Daylight Time]' SVR:USPT0-EFXRF-1/3 ' DNIS:8729306 k CSID:781861 0566 1 DURATION (mm-$s):1M4 



09/24/2004 15:05 FAI 7815610566 



CUBIST PHARMA 
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wherein R 54 is selected from Ci-Cn- unsubstituted alkyl or C2-C17- 
unsubstituted alkenyl; wherein R 55 is selected from hydroxyethyl, hydroxymethyl, 
mercaptomethyl, mercaptoethyl, methylttrioethyl 7 2-thienyl* 3-indolemtbyl, phenyl 
optionally substituted with a group selected from halo, nitro, Ci-C3-unsubstituted alkyl, 
hydroxy, Ci-C3-unsubstituted alkoxy, Ci-C3-unsubsituted alkylthio, carbamyl or C1-C3 
unsubstituted alkylcarbamyl; or benzyl optionally substituted with a group selected from 
halo, nitro, Ci-C3-unsubstituted alkyl, hydroxy, Ci-C3-unsubstituted alkoxy, C1-C3- 
unsubsituted alkylthio, carbamyl or Q-C3 unsubstituted alkylcarbamyl; wherein t is 0 or 1 
and wherein u i$ an integer from 1-3; and 

when B is H and X is C=0, then X, together with A, does not form a 
carbamate amino protecting group; and 

wherein when B' is H and m is 0, then A* is other than C4-C14 
unsubstituted alkyl; 

wherein R 2 is 




J 



wherein K and K f together form a C3-C7 cycioaDcyl or heterocyclyl ring or 
a C 5 -C 10 aryl or heteroaiyl ring; 

wherein J is s e l e ct e d from th e group consisting of hydrido, amino, NHR J , 
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NR R a alkyl, alkcnyl, alkynyl, alkoxy, aryloxy, aryl, heteroaryl, cycloalkyl, heterocyclyl, 
alkylamino, hydroxyl, thio, alkylthio, alkenylthio, sulfinyl, sulfonyl, azido, cyano, halo, 
S S 

and or 

^NR 14 R 15 — \~ S ^ ^OR 1B 

wherein each of R 24 , R 25 , and R 26 is independently scloctod from the group 
consisting - of alkyl, cycloalkyl, heterocyclyl, aryl aad or heteroaryl; or R 24 and R 25 
together form a 5-8 membered heterocyclyl ring; 

wherein R J and R K are independently s e l e ct e d from alkyl, alkenyl, alkynyl, 
aryl, heteroaiyl, cycloalkyl or heterocyclyl; or 

alternatively, wherein J, together with R 17 , forms a 5-8 membered 
heterocyclyl or cycloalkyl ring; or 

alternatively, wherein J, together with both R 17 and R 18 , forms a 5-8 
membered aryl, cycloalkyl, heterocyclyl or heteroaryl ring; and 

wherein each of R 17 and R 18 is independently s e l e ct e d from tho group v 
consisting of h ydrido, halo, hydroxyl, alkoxy, amino, thio, sulfinyl, sulfonyl QfidrOr 

— >— IMOR 22 

;or 

wherein R 17 and R 18 taken together can form a group consisting of ketal, 

thioketal, 

=|=0 » ^=8 ' zr^NOR 22 or^^NNR^R 23 

wherein each of R 22 and R 23 is independently s e l e ct e d from the group 
consisting of hydrido and or alkyl. 
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4. (Currently amended) A compound having the formula (I): 




N (X) n A 



wherein X and X" are independently s e l e ct e d from OO, C=S, C=NH, 
C=NR X , S-OorSCh; 

wherein n is 0 or 1 ; 

wherein R x is s e l e cted from alkyl, alkenyl, alkynyl, aryl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy, 

wherein B is X"R Y , H, alkyl, alkenyl, alkynyl, aryl, heteroaryl, cycloallcyl 
or heterocyclyl; 

wherein R* is selected from hydrido, alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl, heterocyclyl or hydroxyl; 

wherein A is H, NH 2 , NHR A , NR A R B , alkyl, alkenyl, alkynyl, alkoxy, 
aiyloxy, aryl, heteroaryl, cycloalkyl or heterocyclyl; 

wherein R A and R D are independently s e l e ct e d from alkyl, alkenyl, alkynyl, 
aryl, heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 
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wherein when n is 0, then A is additionally s e lect e d from : 
O O 0 



— <-P OR 50 — <— P R 52 -and- or — 5-p OR so 

OR 51 R 53 R 53 

wherein each of R 5p -R 53 is independently seteeted-frem Q-C15 alkyl; 
alternatively, wherein B and A together form a 5-7 membercd 
heterocyclic or heteroaryl ring; 

wherein R l is 

B' 

— £ N PCX„ A' 

wherein X 7 and X m are independently s e l e ct e d from C=0, C=S, C=NH, 
C=NR* S=0 or SOz; 

wherein m is 0 or 1; 

wherein R* is oolcotod from alkyl, alkenyl, alkynyl, aryl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' and A 1 together form a 5-7 membered heterocyclic or 
heteroaryl ring; 

wherein R A ' and R B ' are independently s e l e ct e d from alkyl, alkenyl, 
alkynyl, aryl, heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 
wherein R 2 is 




wherein K and K' together foim a C3-C7 cycloalkyl or heterocyclyl ring or 
a C5-C10 aryl or heteroaryl ring; 
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wherein J is selected from-tfa e group consisting of hydrido, amino, NHR J 7 
NR J R K , alkyl, alkenyl, alkynyl, alkoxy, aryloxy, aryl, heteroaryl, cycloalkyl, heterocyclyl, 
alkylamino, hydroxyl, thio, alkylthio, alkenylthio, sulfinyl, sulfonyl, azido, cyano, halo, 
s s 

A. 




or 

wherein each of R 24 , R 25 , and R 26 is independently aoloctod from th e group 
conaioting of a lkyl, cycloalkyl, heterocyclyl, aryl and heteroaryl; or R 24 and R 25 together 
form a 5-8 membered heterocyclyl ring; 

wherein R J and R K are independently s e lected from alkyl, alkenyl, alkynyl, 
aryl, heteroaryl, cycloalkyl or heterocyclyl; or 

alternatively, wherein J, together with R 17 , forms a 5-8 membered 
heterocyclyl or cycloalkyl ring; or 

alternatively, wherein J, together with both R 17 and R 18 , forms a 5-8 
membered aryl, cycloalkyl, heterocyclyl or heteroaryl ring; and 

wherein each of R 17 and R 18 is independent l y s e l e ct e d from th e group 
consistin& of hydrido, halo, hydroxyl, alkoxy, amino, thio, sulfinyl, sulfonyl asd^or 

NOR 22 
' ;or 

wherein R 17 and R 18 taken together can form a group consisting of ketal, 

thioketal, 



23 



wherein each of R 22 and R 23 is independently s e l e ct e d from the group 
consisting of hydrido mi or alkyl. 
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5. (Currently amended) The compound according to aay either o f claims 



4-4 -3 or 4. wherein R is selected from th e group^onaisting of: 




wherein each of R 3 , R 4 R 5 , and R 6 is independently selected from tho 
group consisting of hydrido, alkyl, aryl, heterocyclyl a&4 or heteroaryl, and wherein R 44 is 
selected from th e group consisting of alleyl, aiyl, heterocyclyl aad or heteroaryl. 
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6. (Currently amended) The compound according to claim 5, wherein R is 



s e l e cted from 



0 



34' 




OH 



-md- 



or 




R 5 

R 4 5 



*R 5 | 
R 3 OH R 3 

wherein R 4 * is s e lected from the group consisting of alkyl, aryl-substituted alkyj, 

substituted phenyl, heteroaryl, heterocyclyl, optionally substituted (C 8 -Ci 4 >straight chain 



alkylandor 



SR' 



; wherein R 7 is an alkyl group. 



7. (Currently amended) The compound according to claim 6, wherein R is 
G olo oto d from the group consisting of 
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wherein X 3 is chloro or trifluoromethyl and wherein q is 0 or L 



8. (Currently amended) The compound according to ray -cither of claims 
4-4-3_or 4, wherein R 1 is soloctod from the group consiating of ; 

O 




wherein R 8 is soloctcd from a natural amino acid side chain or an amino 
acid side chain that is not naturally occurring; 

wherein each of R 9 , R 10 and R n is s e lected from hydrido, alky], aiyl 9 
heterocyclyl aid Q£ heteroaryl 

wherein R 12 is se lected from the group consisting of heterocyclyl, 
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heteroaryl, aryl, and or alkyl and 

wherein R 13 is selected from (CrC 3 -alkyl) aad-afyL 



9. (Currently amended) The compound according to claim 8, wherein R ! 
is Delootod from the group consisting of : 

O 



"ft" 




NR'° 



v*N NHR 11 
H 



■and- 



•x 

H 



H 2 N 




wherein R 8 is s e l e cted from tryptophan side chain and or lysine side chain; 
wherein each ofR^m<H^ ia indopondcntly sclcotod from hj^drido and 



wherein R )2 is s e l e cted from imida2olyl, N-methyhmidazolyl, indolyl, 
quinolinyl, benzyloxybenzyl, as4 o£ benzylpiperidenylbenzylt^ad 

wh e r e in X is sel e cted from fluoro, and trifluorometh yt. 



1 0. (Currently amended) The compound according to my either of claims 
4-4 3or 4, wherein J is sclootod from the group consisting - o f hydiido, amino, azido aad 
S 



>-s 




OR 



26 



or 



wherein R t7 and R 18 taken together form a group soloct e d from ketal, 
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= s — 0 a»* or 



^^NOR 22 



or wherein R 17 15 hydioxyl when R 18 is hydrido; 

or wherein J, together with R 17 , forms a heterocyclyl ring. 



11. (Currently amended) The compound according to claim 10, wherein 



2 * 

R is s e l e cted from the group consisitmg of 




and - or 




wherein R 17 and R 18 taken together form a group s e lected from 



=0 «b4- ^^NOR 22 

, wherein R is s e l e ct e d from tho group consisting 
ef H or alkyl; and wherein R 19 is s e l e ct e d from tho group consisting -e f hydrido, 

s 



1 X 



amino, azido and or 



12. (Currently amended) The compound aoocording accpr^ing to claim 
11, wherein R 2 is 

o (MH 2 
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13, (Withdrawn-currently amended) The compound according to anyon e 
either of claims 4-4 3 or 4 wherein said compound is s e l e ct e d from 



Cpd# 



R 1 



NH CO(CH^ gGa> 



NHCX^tBu 



O NH 2 



NHCO(CIk)sCII+ 



H 



NH 2 



O Nhb 



NHCO(CH^CH» 



O NHj 



NHCO(CI - U) A CH^ 



NHCO(CH a ) 8 CHj 



s 



HN N v 

H 



S 



I 



H 



O NHj 



O NH 2 

n6 



6 



NHCO(CHa)gCH^ 



s I 

i 1 

HN N k 



TTPT 



O NH 2 



ax; 

ru 



hA4 

H 



0 NH 2 



9 



>JHCO(CH^) & CH a 



O N-NH 

nr h 



O KHz 

FT? 



O NHa 

^6 



6 nH 2 

n6 



44 



NHCO(CH^)gCH^ 



O NHj 



HN 




CI 



0 NHj 



1 "2 



43 



O NH, 



HN 




Br 



O NH2 

I 



O MH 2 



O NH9 

^6 
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0 NHz 



HN 




If 



44 



>nico(CH^ s^b 



O NH 2 



HN 




OCH 3 



O NBj 



14 



O NH a 

o 



O NH 2 

r6 



O MHj 



O NHz 

^6 



19 



NHCQ(CH^CH^ 



HN 




N3 



HN 



9 *H» 




CO3H 



O NH 2 



30 



NHCO(CHj) a CIi» 



O NHCHj 

AX 



24- 



22 



23 



24 



24 



2? 



NM C O(CH^CflU 



NHCO(ClI&CH a 



NHCO(CH^Ctl» 



NHCO(CH^CHi 



MHCO(CMJgG Il » 



tnt 



1 r» 

6 NH, 



HN 




OH 



-Htt 



^ KJ 



O NHjj 



HN 




O NH 2 

t>6 



0 NH2 



HN 




O NH 2 



6; 



O NH2 

np 



O NKU 

,A A , 



1 A, A, 



O NH2 

t 



"6 



O NH 2 



O NH 2 



O Nhb 
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as 



39 



NHCO(CHa) 8 C% 



NHCO(CH3) 8 CHa 



•m 



O NH 2 

Ft? 



30 



tm 



o 

A 



■o 



,NH» 



NHCO(CHa) 8 (SH^ 



O NHz 

^6 



33 



34 



35 



36 



MICO(CH^CH4 



33 NMGO^GHj^gGHj 



>JHCO(CTL)aCH^ 



N M C O(CH 3 ) g CH 3 



0 SCHj 



T7 



O NHCbfe 



O NH 2 



O NH 2 

IT 



O NH 2 



O N 3 

A6 



37 



38 



NHCO(CH 2 )bCH3 



NHCO(CH 2 ) 8 CH 3 



NH 
I 

HN NH 



TCX, 



O N3 



O NH 2 



39 



NHCO(CH 2 ) 8 CH 3 



O OCOCHa 
OCOCH3 



O NH2 



40 



NHCO(CH2)8CH3 



O NHz 



41 



NHCO(CH 2 )*CH 3 



HN" "NHBOC 
NHBOC 



42 



43 



NHCO(CH 2 ) 8 CH 3 



NHCO(CH 2 ) 8 CH 3 



I NHBOC 



COaCHj 



AA# I.. ._ _ _ 



HN 

NHBOC 



O NHj 



n6 



O NH a 




C059 US Resp to 082404 OA 092404 Page 1 7 of 78 



PAGE IS/79 ' RCVDAT 9/24/2004 3:05:44 PM [Eastern Daylight Time] * SVR:USPT0-EFXRF-1/3 ' DNIS:8729306 * CS1D:781 861 0566 * DURATION (mm-ss):1M4 



09/24/2004 15: OS FAI 7818610568 



CUBIST PHARMA 



B] 019 



44 


NHCO(CH 2 ) 8 CH 3 


T NHBOC N 


O NH 2 

A3 


45 


NHCO(CH 2 ) 8 CH 3 


H 




46 


NHCO(CH 2 ) 8 CH 3 


O 

"i 1 ^ k|L|_ 

i ring 




47 


NHCO(CH 2 ) 8 CH 3 


O 

J,ui 


O NH 2 

A3 


48 


NHCO(CH 2 )8CH3 


o 

1 NH2 


O NHz 


49 


NHCO(CH 2 ) 8 CH 3 


0 

t briiD f~\f* 
1 NHBUC 


O NH 2 

4^ 


50 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

A3 


51 


MHCO(CH 2 ) 8 CH 3 


T NH 2 


O NH 2 

A3 


52 


NHCO(CH 2 ) g CH 3 




O NH 2 

A3 


54 


NHCO(CH 2 )8CH3 


O 


A3 


55 


NHCO(CH 2 ) 8 CH 3 


O 

' NHBOC 


O NH, 

A3 


56 


NHCO(CH 2 )8CH3 


O 


O NHo 

A3 






' Cbz 


O NH, 

A A 


58 


NHCO(CH2)8CH 3 


NH 
HN NH 

1 


A3 


60 


NHCO(CH 2 )„CH 3 


O 

^ NHj NH 


O NHg 

A3 


61 


NHCO(CH 2 ) 8 CH 3 


a 


O NH 2 

A3 
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62 


NHCO(CH 2 ) 8 CH 3 


1 NH 2 N 


0 NHz 


63 


NHCCMCIMsCHi 


F 


0 NH 2 

n) 


64 


NHCO(CH 2 ) 8 CH 3 


1 Nht N 




65 


NHCO(CH2) 8 CH3 




O NH 2 


66 


NHCO(CH 2 )„CH 3 


NhU 




67 


NHCO(CH 2 )gCH 3 


0 

^ NH2 


A; 


68 


NHCO(CH 2 ) g CH 3 




A5 


69 


NHCO(CH 2 ) 8 CH 3 


o 

~r nh 2 N ^ 


A? 


70 






O NHj 


nhco(cil)»cr> 


H 


Air 


72 


NHCO(CH 2 )8CH3 


O 

T"~ NH2 


O NHz 


73 


NHCO(CH 2 )8CH3 


O 


O NH3 


74 


NHCO(CH 2 ) 8 CH 3 


0 

T*' NH 2 N ^ 


O NH Z 

Ai> 


75 


NHCO(CH 2 ) s CH 3 




O NH 2 

A^ 


76 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

A^ 


77 


NHCO(CH 2 ) 8 CH 3 


NH(CH 2 ) 2 OH 


O NH 2 

A^ 
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78 


NHCO(CH 2 ) 8 CH 3 


HN-> N y NHPh 
NH2 


0 NH2 

Ab 


79 


NHCO(CH2) 8 CH 3 


H 


0 NH 2 

Ab 


80 


NHCO(CH 2 ) 8 CH 3 


H 


Ab 


81 


NHCO(CH 2 ) 8 CH 3 


M 


O NH2 

Ab 


82 


NHCO(CH 2 )8CH3 




Ab 


83 


NHCO(CH 2 ) 8 CH 3 


CI 


O NH 2 

Ai 


84 


NHCO(CH 2 ) 8 CH3 




Ai 


85 


NHCO(CH 2 ) 8 CH 3 




O HHz 

Ab 


86 


o 


o NH 


1 r 
-TO 


87 


NHCO(CH 2 ) 8 CH 3 




U Nrb 

Ab 


88 


NHCO<CH 2 ) 8 CH3 




AS 


89 


NHCO(CH 2 ) 8 CH 3 


CI 


O NHo 

Ab 


90 


NHCO(CH 2 ) 8 CH 3 




Ai 


91 


NHCO(CH 2 ) 8 CH 3 




Ai> 


92 


NHCO(CH 2 ) 8 CH 3 


i — 


Ab 


93 


NHCO(CH 2 ) 8 CH 3 


— 


Ai: 
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CUBIST PHARMA 



@022 



94 


NHCO(CH 2 ) 8 CH 3 




0 n)^ 

A^ 


95 


NHCO(CH2) 8 CH3 




O NH2 


96 


NHCO(CH 2 ) 8 CHj 




O NH2 

A^ 


97 


NHCO(CH 2 ) s CH 3 


OMft 


O NH* 

Aj 


98 


NHCO(CH2) 8 CH 3 




O NH 2 

A5 


99 


NHCO(CH 2 ) 8 CH 3 




O NHj 

-TO 


100 


NHCCKCH 2 )8CH3 




AS 


101 


lV=W=\ 

ir 




O NH 2 

+ o 


102 


NHCO(CH 2 )„CH 3 




O NHz 

As 


103 


NHCO(CH2) 8 CH 3 




O NH 2 

Ab 


104 


NHCO(CH 2 ) 8 CHj 


Jrcuoi 


A3 


105 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 

A3 


106 


NHCO(CH 2 ) 8 CH 3 


OH 

Ax^G> 


Ai 


107 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 

A3 


108 


NHCO(CH 2 ) 8 CH 3 


CI 1 


O NH ? 

Ai 
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109 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 

A? 


110 


NHCO(CH 2 ) 8 CH 3 




O NH 7 

11 1 

Ab 


111 


NHCO(CH 2 ) 8 CH 3 




O NH> 

A^ 


112 


NHCO(CH 2 ) 8 CH 3 


2 


O NH, 

Aj 


113 


NHCO(CH 2 ) 8 CH 3 




0 NH2 
ii i 

A^ 


114 


NHCOCCH 2 ) 8 CH3 




O NH 2 

Ab 


115 


NHCO(CH 2 )„CH 3 


NC 


O Nhb 

A3 


116 


NHCO(CH 2 ) 8 CH 3 


CI 


A^ 


117 


NHCO(CH2) 8 CH 3 




Ao 


118 


NHCO(CH 2 ) s CH 3 


2 


O NH* 

Ab 


119 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

As 


120 


NHCO(CH 2 ) 8 CH 3 




0 NH2 

Ai 


121 


NHCO(CH 2 ) 8 CH 3 




Ai 


. 122 


NHCO(CH 2 ) 8 CH 3 




O NH? 

A^ 


123 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ab 
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124 


NHCO(CH 2 ) B CH 3 


4xx ) 


0 NH a 


125 


NHCO(CH 2 ) 8 CH 3 


-^TY^l ) 

2 


O NH, 
11 1 

A^ 


126 


NHCO(CH 2 ) 8 CH 3 




O NhU 

As 


127 


NHCO(CH 2 ) 8 CH 3 




O NH» 

Ab 


128 


NHCO(CH 2 ) 8 CH 3 


2 


Ai 


129 


NHCO(CH 2 )aCH3 


N0 2 




130 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

if 


131 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


132 


NHCO(CH 2 ) 8 CH 3 


/ OMe\ 

2 


Ai 


133 


NHCO(CH 2 ) 8 CH 3 


NH 2 


O NH 3 

Ab 


134 


NHCO(CH 2 ) 8 CH 3 


/ QMc \ 




135 


NHCO(CH 2 ) 8 CH 3 




AS 


136 


NHCO(CH 2 ) 8 CH 3 




O KH 3 

Ad 


137 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ai 
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138 


NHCO(CH 2 ) 8 CH 3 




0 NH, 

Ai> 


139 


NHCO(CH2)8CH 3 




O NH 2 

-no 


140 


NHCO(CH 2 )gCH 3 


2 


O NH ? 

■no 


141 


NHCO(CH 2 ) 8 CH 3 




-n5 


142 


NHCO(CH 2 ) 8 CH 3 




O NH, 

-n6 


1 






O NH, 

no 


1 A A 






O NHs 


145 


NHCO(CH 2 ) 8 CH 3 




no 


146 


NHCO(CH 2 ) 8 CH5 


HN v1\ 

1 N 
H 


O NH 2 

-no 


147 


NHCO(CH 2 )8CH3 


HNT^V'VV 

nx% 


-no 


148 


NHCO(CH 2 ) s CH 3 




no 


149 


NHCO(CH 2 ) 8 CH 3 




O NH? 

Ab 


150 


NHCO(CH 2 )„CH 3 


Ph 


■no 


151 


NHCO(CH 2 )gCH 3 




O NH? 

-no 


152 


NHCO(CH 2 )sCH 3 




O NH 2 

A^ 
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153 


NHCO(CH 2 ) 8 CH 3 


1 ^^o n Dodecyl 


AS 


154 


NHCO(CH 2 ) a CH 3 




O NH2 

Ai 


155 


NHCO(CH 2 )«CH 3 




0 NH 2 

Ajj 


156 


NHCO(CH 2 ) 8 CH 3 




O NH^ 


157 


NHCO(CH 2 ) 8 CH 3 




AS 


158 


NHCO(CH 2 )«CH3 




O NH 2 
U 1 

-TO 


159 


NHCO(CH2)8CH3 


i 




160 


NHCO(CH 2 )8CH 3 




AS 


161 


NHCO(CH 2 ) s CH 3 




O NH 2 


162 


NHCO(CH 2 ) 8 CH 3 


2 


AS 


163 


NHCO(CH 2 )8CH3 




O NH 2 

AQ 


164 


NHCO(CH 2 )sCH 3 




O NH 2 

Ai 


165 


NHCO(CH 2 ) 8 CH 3 




0 NH2 

A6 


166 


NHCO(CH 2 )sCH3 




O NH 2 

A6 


167 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

A6 
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168 


NHCO(CH 2 )gCH 3 




0 NH 2 


169 


NHCO(CH2)8CH3 


i 


O NH 2 


171 


NHCO(CH 2 ) 8 CH 3 


-^Yl ) 


Ai 


172 


NHCO(CH 2 ) 8 CH 3 




O NHj 

A^ 


173 


. NHCO(CH 2 )8CH 3 




0 NHfc 


174 


NHCO(CHj)8CH3 




O NH, 

Ai 


175 


NHCO(CH 2 ) 8 CH 3 


"Panty! 


AS 


176 


NHCO(CH 2 )8CH3 




AS 


177 


NH 2 




O NH 2 

AS 


178 


NHCO(CH 2 ) 8 CH 3 


HN' J V-0" NHz 

1 NHj 


-rS5 


179 


NHCO(CH 2 ) 8 CH 3 


1 NH2 


O NHz 

Ab 


180 


NHCO(CH 2 ) 8 CH 3 


O 

1 NhFmoc 


O NH, 

Ab 


181 


NHCONH(CH 2 )ioCH 3 




O NH, 

Aj 








O NH 2 


NHCO(GH^0H9 






183 


NHCO(CH 2 ) 8 CH 3 


\ / 2 


0 NH2 

Aj 



C059 US Resp to 082404 OA 092404 Page 26 of 78 



PAGE 27/79 ' RCVD AT 9/24/2004 3:05:44 PM [Eastern Daylight Tone] ' SVR:USPT0-EFXRF-113 * DNIS:8729306 * CSID:7818610566 * DURATION (mnKS):17-14 



09/24/2004 15:10 FAX 7818610568 



CUBIST PHARMA 



@)028 



184 


NHCO(CH 2 )sCH3 


HJ f r XX°" 


O NH, 

4^ 


185 


NHCO(CH 2 ) 8 CH 3 


OH 

«jp^jT OH 


0 NH a 

■ft 


186 


NHCO(CH 2 )bCH 3 




O NH 2 


187 


NHCCKCHzfcCHs 


o — ^ 


O NHg 


189 


NHCO(CH 2 )8CH 3 












IT 3 


T>IHCQ(CH j ) > CH J 






192 


NHCO(CH 2 ) 8 CH3 








NHCQ(CH^Gi^ 


I .8- 










194 


NHCO(CH 2 ) g CH3 


HJp0- OCF3 




195 


NHCO(CH 2 )8CH3 


2 


O NH 2 


196 


NHCO(CH 2 ) 8 CH 3 




O NHj 


197 


NHCO(CH 2 ) 8 CH 3 




O NH2 

4^6 


198 


NHCO(CH 2 ) 8 CH3 




0 NHz 

it l 


199 


NHCO(CH 2 )gCH3 


"-C6 


4^6 


200 


NHCO(CH 2 ) a CH 3 


H 


4*0 
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@] 029 



201 


NHCO(CH2)gCH3 


1 HSxyl 


0 NH 2 


202 


NHCO(CH 2 )8CH 3 




0 NH2 
ii l ' 

TO 


203 


NHCO(CH2)8CH 3 




TO 


204 


NHCOfCHs^CH-* 


1 NHBo c — 
H 


O NH 2 

-HQ 


205 


NH(CH 2 ) 8 CH3 


H 




206 


NHCO(CH 2 )8C02Me 


O 

H 


O NHa 
II 1 

Ai 


207 


NHCO(CH 2 )6C0 2 Me 


0 

H 


O NhU 

11 1 

to 


208 


NHCO(CH 2 ) 8 CH 3 


o 

1 Ph 


O NH, 

A6 


209 


NHCO(CH 2 )sCH3 




0 NH 2 

Aj 


210 


NHCO(CH 2 ) 8 CH 3 


CI 




211 


NHCCXCHzHCHa 


OBn 




212 


NHCO(CH 2 ) 8 CH 3 


HN-^t 1 
H 




213 


NHCO(CH 2 ) 6 NHBoc 


O 

N 
H 


O NH 2 

TO 


214 


NHCO(CH 2 ) 7 NHBoc 


1 NHBoc^ N ^ f 

H 


Ab 
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@030 



215 


NHCO(CH 2 ) l0 NHBoc 


' NHBOC ^ k ,«^^ 


O NH a 


216 


NHCO(CH 2 )„NHBoc 


1 NHBoc^x'* — f 
H 


O NH 2 


217 


NHCO(CH 2 )ioNH 2 


H 


AS 


218 


NHCOCCH 2 )nNH 2 


1 NH 2 %>~ / 
H 


4- U 


219 


NHCO(CH 2 ) 6 CH(CH3) 2 


O 

' NH 2 

H 


O NH 2 

II 1 

Ai 


220 


NHCONH(CH 2 )i,CH 3 


O 

H 


O NhU 

AS 


221 




NH 


O NHa 


NHCQ(CHa)g€Ha 




A^r 


222 


NHCO(CH 2 ) g CH 3 


n r £ 




223 


NHCO(CH 2 ) 8 CH 3 


T N*' 
H 


O NH 2 

AV 


224 


NHCO(CH 2 ) 8 CH 3 


NHBoc 


O NH Z 

Ai 


225 


NHCO(CH 2 ) 8 CH 3 


1 NH 2 


O NH a 

A^ 


226 


NHCO(CH 2 ) 8 CH 3 


O 


O NH 2 

Ai 


227 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Aj 


228 


NHCO(CH 2 ) 8 CH 3 




O NHg 

Ai 
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CUBIST PHARMA 



229 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 

■ft 


230 


NHCO(CH 2 ) 8 CH 3 


01 


O NH 3 

-ft) 


231 


NHCO(CH 2 )8CH 3 


Ph 


•f& 


232 


NHCO(CH 2 ) 8 CH 3 


0 


O NHz 

Ai 


233 


NHCO(CH 2 ) 8 CH3 




1 


234 


NHCO(CH 2 ) 8 CH3 




O NHz 

ft> 


235 


NHCO(CH 2 ) 8 CH 3 




O NH* 

ft> 


236 


NHCO(CH 2 ) 8 CH 3 






237 


NHCO(CH 2 ) 8 CH3 




O NHa 

Ai 


238 


NHCO(CH 2 ) 8 CH 3 






239 


NHCO(CH 2 ) 8 CH 3 


0 


O NH 2 


240 


NHCO(CH 2 ) 8 CH3 


a 


O NH 2 


241 


NHCO(CH 2 ) 8 CH 3 




O NH, 


242 


NHCO(CH 2 ) 8 CH 3 




O NH, 


243 


NHCO(CH 2 ) 8 CH 3 




O NH 2 


244 


NHCO(CH 2 ) 8 CH 3 




O NHj 

Aj 


245 


NHCO(CH 2 ) 8 CH 3 


0 

HN^^r^^^^^^ 


O NHb 

A^ 
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1&032 



246 


1 


0 




247 




O 

H 


O NH 2 

^SrS 

— u 


248 


J 


O 

H 


O NH, 


249 


1 


o 

n ACy^ 




250 


1 


0 

AoP 

IF 


O NH2 


251 


HN ^ // \ /J 


o 

HN >p 
jT" NH 2 


•A) 


252 


NHCO(CH2)sCH 3 




O NHa 

Ai 


253 


NHCO(CH 2 ) 8 CH 3 




Ai 


2$4 




NBoc 

\ 


O NH 2 

X X 


MHCO(CHA)4CHa 


niN IMMBOC 


A? 




- 


NBoc 

U 

HN ^ NHBoc 

1 


O NH 2 

JL JL^ 




MIICOCCII^wGHj 


NBoc 
Jl 

HN NHBOC 

1 


0 NH2 






NBOC 

JL 






HN NHBoc 




3SSL 




NBoc 

A 

HN NHBoc 
l 


O NH, 

Air 






NBoc 

U 


O NH 2 


>JHCQ(Cife)g€H 3 


■m now 

1 '-x 


A^ 
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@033 





NHCCKCII^oGHa 


NH 

x 

HN NH 2 


0 NH2 

4- 0 


264- 




NH 

jl 

HN NH 2 

1 


O NH a 

A^ 




\ f|T X*> /-\ //TIT \ /^TTT 


NH 

x 


O NH, 


NlICO(CH^4g€i^ 


HN NH2 
1 


Ajr 






NBoc 

Jl 


A -T 


1 


HN NHboc 




264 


O N=N 

1 


1 7=\ 

H 


0 NH 2 

Aj 


265 


NHCO(CH2)aCH 3 


CI 


Ab 


266 


NHCO(CH 2 ) 8 CH 3 


HN //" N \ /° 

NQz 


0 NH, 

Aj 


267 


NHCO(CH 2 ) 8 CH 3 


UM ^V=\ O Ml 

NOz 0 


O NHa 

II 1 

Ai 


268 


NHCO(CH 2 ) 8 CH 3 


/ — \ /=\ 


Ai 


269 


1 


O 

r NHBoc 

H 


0 NH 2 

Ai 


27Q 




NH 

1 


0 NH2 


NHCO(CH^CH> 


HN NH 




271 


NHCO(CH 2 ) 8 CH 3 




O NH 3 


272 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ai 


273 


NHCO(CH 2 ) 8 CH 3 




O NH2 

A6 



C059 US Resp to 082404 OA 092404 Page 32 of 78 



PAGE 33179 ' RCVD AT 9124120(14 3:05:44 PM [Eastern Daylight Time] * SVRiUSPTO-EFXRF-1/3 * DNIS:872930S 1 CSID:7818610566 * DURATION (mm-ss):1M4 



09/24/2004 15:11 FAX 781S610566 



CUBIST PHARMA 



0034 



274 


NHCO(CH 2 ) 8 CH 3 




f\ KILL* 

A^ 


275 


NHCO(CH 2 ) 8 CH 3 




A; 


276 


NHCO(CH 2 )«CH 3 




Ai 


277 


NHCO(CH 2 )„CH 3 


OH 


A3 


278 


NHCO(CH 2 ) 8 CH 3 


H -noa F 


A3 


279 


NHCO(CH 2 ) 8 CH 3 




AS 


280 


NHCO(CH 2 ) 8 CH 3 


rax 


Ai 


281 


NHCO(CH 2 ) 8 CH 3 




O NHa 

Ai 


282 


NHCO(CH 2 ) 8 CH 3 




ii i 

A) 


283 


NHCO(CH 2 ) 8 CH 3 


CI 


0 NH2 

JL JL 

■TO 


284 


NHCO(CH 2 ) 8 CH3 






285 


NHCO(CH 2 ) 8 CH 3 


CI 


0 NHj 

Ai 


286 


NHCO(CH 2 ) 8 CH 3 


0 

CT^NH 


O NHn 

A^ 


287 


NHCO(CH 2 ) 8 CH 3 




O NHj 

Ai 
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288 


NHCO(CH 2 ) 8 CH3 


OH 


O NHg 

Ab 


289 


NHCO(CH 2 ) 8 CH3 




O NhU 

Ab 


290 


XTTT/H/N/rTTT X /TTT 

NHCO(CH2)8CH3 


N02 

N 1 


0 nh 2 
11 

-TO 


291 


NHCO(CHi) 8 CH 3 


OH 
CI 


0 NH2 






NH 

A 


0 NHa 

1 1 


1 


m NH2 

1 


A6 




NHCOCCH^^eH^ 


NH 

11 






HN NHj 

1 




394 




1 


0 NH2 


NHCO(CHa>CIIa 


( 


A^ 


295 


NHCO(CH2)iiCH3 


O 

NHBOC 


0 NH2 

Ab 


296 


NHCO(CH 2 )ioCH 3 


O 

HN ^^^-^ — v^-NHBoc 
NHBqc 


Ab 


297 


NHCO(CH 2 ) 9 CH3 


0 

HN Aj^v/^ — NH Boc 
NHBoc 


0 NH 2 

Ai 


298 


NHCONH(CH 2 )7CH3 


O 

H N A^N/Nw. N H Boc 
^ NHBoc 


0 NH 2 

As 


299 


NHCONH(CH 2 ) l0 CH 3 


0 

H N -A^^w^v^ NH Boc 
NHBoc 


0 WH2 

Ai 


300 


NHCONH(CH 2 )nCH 3 


0 

T NHBoc 




301 


NHCO(CH 2 )nCH 3 


O 

HN^Y^^^^ 


0 NH2 

Aj> 
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302 


NHCO(CH 2 )i 0 CH 3 


0 

~T" NH 2 


0 NH 2 

As 


303 


NHCO(CH 2 ) 9 CH 3 


O 


Ab 


304 


NHCONH(CH2) 7 CH 3 


O 

HN-^Y^ "^ NH * 

1 NH 2 


O NH, 

A^ 


305 


NHCONH(CH 2 ) 10 CH 3 


O 

HN -^y^"^^^ 2 
T" NH 2 


O NH 2 

A^ 






O 

HN 2 
T NH 2 


0 NH2 

-no 


307 


NHCO(CH 2 )gCH 3 


O 

1 NHBoc 

H 


0 NH2 


308 


NHCO(CH 2 )i 0 CHj 


O 

1 NHBoc n 
H 


O NH2 


309 


NHCO(CH 2 ) 10 CH 3 


O 

H 


0 NH? 




IN xH^<J^Xl 2 


O 

~- T £>-^ 

1 NH 4 N 
* H 


0 NH2 

-TO 


311 


NHCONH(CH 2 >7CH3 


0 

inV 

1 NH2 N 
H 


0 NHj 

Ab 






0 NHj 


O NH? 


NHCQNH(CH^CH 3 




4- 0 


in 




NH 

HN Nh z 

I 


0 NH 2 

It 






NBDC 

1 

W NHJoc 


A^ 


315 


NHCONH(CH 2 ) 7 CH 3 


OCH3 

H 


O NH 2 

Ai 
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316 


NHCONH(CH 2 )7CH3 




O NHj 

Ai> 


317 


NHCONH(CH 2 )tCH 3 




A!) 


318 


NHCCKCH 2 )9CH3 


N 

H 


0 NHo 

U 1 

A^ 


319 


NHCO(CH 2 ) 9 CH 3 


nr hn 


Aj 


320 


NHCO(CH 2 ) n CH 3 




D NH 2 

A5 


321 


NHCCXCHjJuCHs 




O NH, 

Ab 


322 


NHCOCC^uCHa 


T" HN 


O NH> 

A3 


323 


NHCO(CH 2 ) 8 CH 3 




A X 

Ab 


324 


NHCO(CH 2 ) 8 CH 3 


Of* 


O NM 2 

Ab 


325 


NHCO(CH 2 ) 8 CH 3 




w ping 

Ab 


326 


NHCO(CH 2 ) 8 CH 3 


F 


Ab 


327 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ab 


328 


NHCO(CH 2 ) 8 CH 3 




Ai) 


329 


NHGO(CH 2 )8CH3 


CF, 


0 IMH2 

A> 


330 


NHCO(CH 2 ) 8 CH 3 


! * r CC<r 


O K1HU 

A^ 
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331 


NHCO(CH 2 )8CH3 


CF 3 




332 


NHCO(CH 2 )i 0 CH 3 


OCH, 

I) 


O NH 2 

Ab 


333 


NHCO(CH 2 ) l0 CH 3 




O NH 2 

As 


334 


NHCO(CH 2 )i 0 CH 3 


T HN^ 


O NHz 

Ab 


335 


NHCONH(CH 2 )uCH 3 




A^ 


336 






O NH 2 


337 


NHCONH(CHj)iiCH 3 


H 


-r 


338 


NHCO(CH 2 ) 12 CH 3 


O 

' NHfloc ^f/ 
H 


O NH2 

U 1 

A^ 


339 


NHCO(CH 2 )i 2 CH 3 


0 

' H 


O NH 2 


340 


NHCO(CH 2 )i 2 CH 3 


o 

^ ^^Vj^^w^^^ c 
"T~ NHBoc 


U Nnb 


341 


NHCO(CH 2 )i 2 CH 3 


0 


O NH 2 






i jC 














0 NH} 










244 




O NHj 


O NH 2 
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CUBIST PHARMA 



©009 



345 


NHCOf 1 7CH1 




0 Nhfe 


346 


NHCO(CH 2 ), 2 CH 3 


OCHj 


O NHa 

JL JL 


347 


NHCO(CH 2 ) 7 CH 3 


N 

H 


0 fvtH* 

A^ 


348 


NHCO(CH 2 )tCH 3 


"T" HN 


O NH2 

Ai 


349 


NHCCKCH^Ofo 




O NR, 

Ab 


350 


? /=\ /=\ 

i 


il 1 

h A6 


Ai 


351 


NHCO(CH 2 )„CH 3 


Jl X* 


O NH2 

Ai 


352 


NHCONH(CH 2 ), 0 CH 3 




Ai> 


355 


NHCONH(CH2) 10 CH3 




AS 


356 


NHCONH(CH 2 ) 10 CH 3 


OCH, 

H 


O NH2 

Ab 


358 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

A^ 


359 


NHCO(CH 2 ) 8 CH 3 




O NHz 

Ab 


360 


NHCO(CH 2 ) 8 CH 3 




0 NH2 

-ro 


361 


NHCO(CH 2 ) 8 CH 3 




O NHz 

A> 


362 


NHCO(CH 2 ) 8 CH 3 


i N — / 6 N — / 


O NH 2 

Ad 
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CUBIST PHARMA 



@040 



363 


NHCO(CH 2 ) 8 CH 3 




Ab 


364 


NHCO(CH 2 )8CH 3 




0 NHj 

Ai 


365 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 


366 


NHCO{CH 2 ) 8 CH3 


1 


AS 


367 


NHCO(CH 2 ) 8 CH 3 


srQ-K>P 

MeO 


O NHn 

Ai 


36S 


NHCO(CH 2 ) 8 CH 3 


CI 


0 NH2 

Ai 


369 


NHCO(CH 2 ) 8 CH 3 




Ab 


370 


NHCO(CH 2 ) 8 CH 3 




0 NH* 

Ab 


371 


NHCO(CH 2 )sCH3 




AS 


372 


NHCO(CH 2 ) 8 CH 3 


Cfs 


a5 


373 


NHCO(CH 2 ) 8 CH 3 


CI 


A3 


374 


NHCO(CH 2 ) 8 CH 3 






375 


NHCOCCHj^CHa 






376 


NHCO(CH 2 ) 8 CH 3 


F 


O NH 2 

■nS 


377 


NHCO(CH 2 ) 8 CH 3 




AS 


378 


NHCO(CH 2 )aCH3 




0 NH 2 

Ab 
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CUBIST PHARMA 



379 


NHCO(CH 2 ) 8 CH 3 




Ab 


380 


NHCO(CH 2 ) 8 CH 3 




O NH 2 

Ab 


381 


NHCO(CH 2 ) 8 CH 3 




O NHj 

Ab 


382 


NHCO(CH 2 ) 8 CH 3 




Ai 


383 


NHCO(CH 2 ) 8 CH 3 




A^ 


384 


NHCO(CH 2 )8CH 3 




O NH 2 

Ai 


385 


NHCO(CH 2 ) 8 CH 3 




A? 


386 


NHCO(CH 2 ) s CH 3 




O NHo 

A* 


387 


NHCO(eH 2 ) 8 CH 3 




0 NH 2 

Ai 


388 


NHCOCCM 2 ) 8 CH 3 


0 


0 NH 2 

A^ 


389 


NHCO(CH 2 ) 8 CH 3 


/=\ 9 H /=\ 
CI 


O NH 2 

As 


390 


NHCO(CH 2 ) 8 CH 3 


CI 


Aj 


391 


NHCO(CH 2 ) 8 CH 3 


CI 


0 Nhb 

A? 


392 


NHCO(CH 2 ) 8 CH 3 


NH * — 7 0 4 


Ai 


393 


NHCO(CH 2 ) g CH 3 


NM ^ — y O 


O NM 2 

Ai 


394 


NHCO(CH 2 )8CH 3 




O NH 2 

Ay 
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CUBIST PHARMA 



@)042 



395 


NHCO(CH 2 ) 8 CH 3 




O NH a 


398 


NHCO(CH2)8CH 3 




0 NHz 


399 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 


400 


NHCO(CH 2 ) 8 CH 3 


0 




401 


NHCO(CH 2 ) 8 CH 3 






402 


NHCO(CH 2 ) 8 CH 3 






403 


NHCO(CH 2 )8CH3 




+ o . 


404 


NHCO(CH 2 ) 8 CH 3 


OH 


O NHj 


405 


NHCO(CH 2 ) s CH 3 


"•pQO 

o 


0 NH 2 


406 


NHCO(CH 2 ) 8 CH 3 




O NHz 
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CUBIST PHARMA 



S)043 



407 


NHCO(CH 2 ) 8 CH3 


CI 


0 NHj 


408 


NHCO(CH 2 ) 8 CH 3 


o 


0 NH 2 

Ab 


409 


NHCO(CH 2 ) 8 CH 3 




AS 


410 


NHCO(CH 2 ) 8 CH 3 




AS 



14. (Withdrawn-currently amended) The compound according to claim 13 
s e l e cted from the group consisting of w herein the compound is 



Cpd# 


R 


R 1 


R 2 


45 


NHCO(CH 2 ) 8 CH 3 


hnA^ — rO 


AS 


54 


NHCO(CH 2 ) 8 CH 3 


0 


O NH 2 

Ai> 


76 


NHCO(CH 2 ) 8 CH 3 




O NHz 

Aj 


81 


NHCO(CH 2 ) 8 CH 3 


H 


As 


85 


NHCO(CH 2 ) 8 CH 3 


CH 3 

"A> 


Ai- 


102 


NHCO(CH 2 )hCH 3 




AS 


209 


NHCO(CH 2 ) 8 CH 3 


N0 2 


O NH 2 

Ai 
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CUBIST PHARMA 



@044 



Cpd# 


R 


R 1 


R 2 


212 


NHCO(CM 2 ) 8 CH 3 


H 


O NH 3 

Ab 


253 


NHCO(CH 2 ) 8 CH 3 




0 NH 2 

A^ 


05 q 


MHCO(CIU^ 


NH 

jf 

HN NH£ 

1 


O NH, 
II 1 




NiicoccH^ciit 


NH 
ji 


O NH 2 




HN NH 2 

1 




282 


NHCO(CH 2 )sCH 3 




Ai 


285 


NHCO(CH 2 ) 8 CH 3 




O NHa 

Ai 


319 


NHCO(CH 2 )9CH3 




O NHr, 

Ajj 


322 


NHCO(CH 2 )nCH 3 




-AS 


333 


NHCO(CH Z ) 10 CH3 


H -roa N , 


0 NHj 

Ab 


334 


NHCO(CH 2 ), 0 CH 3 




O NH 2 

Ai 


335 


NHCONH(CH 2 )iiCH 3 


nr hn 




336 


NHCONH(CH 2 )„CH3 




A; 


344 




O NHj 


0 NH2 


355 


NHCONH(CH 2 ),oCH 3 


"T" HN 


0 NH 2 

A3 
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15. (Withdrawn-cmrently amended) A compound of formula (I) 
according to either of claims 3 or 4 etera-k wherein R is NHCO[(C 6 -C l4 )-aIkyl]-CH3, 
and R 1 and R 2 are selected from: 



R 1 



R 



NHCOz^Sv 



O NHj 



H 

•Ns^NH 



NH 3 



O NH 2 

XX 



NHSOj Pb 



s 



TIN 



O NH2 

^6 



s 

-™ H 



O NH2 



s 1 

HN ^{j v 



XX 



s 

1 

HN N 



M7 



tut 



XX 
no 



£^6 



O N-NH 



O NH 2 

^6 



O NHk 



NH2 



HN 




O NH 2 




•SL — ft 



XX 



u 



O NHg 



O NH 2 

,A A, 
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CUBIST PHARMA 



@046 



O Nh*2 



HN 




CHa 



O NH 2 



HN 



9 VHt 




OCHs 



O NHa 

,AA, 

FT? 



~ Q 



O NHs 



O NH 2 

^6 



O NO, 



HN 




N 3 



O NHa 



O NHg 



HN 




COgH 



O NH, 



"5? 

i 



0 NH 2 



O OCH, 



A5 



O NH2 



O 



p NH 2 



HN 




O NH 2 

~ r F XJ 

~~0 NHj 



HN 




0 NHj 



O NMo 



^6 
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0 NH 2 


0 


O NH 2 

4- O 




xr 






0 


O NH 2 


O SCH, 

JL X 


1 1* 


Air 




0 

A JL 

A? 


JL JL 




0 NX 2 




A? 


o 


0 NH 2 




-f 0 


0 NHCHa 








u ^ 

HN NH 


0 N 3 

■fU 


"-TTX 


O NH 2 

Ab 


o ococh 3 

Hhl'^y^CQjH 
1 OCOCH3 


0 NH 2 




O NH 2 

Ai 


0 

HN'^y^NHBOC 
1 NHBOC 


0 NH2 

A) 


0 

HN X r ^s s ^C0 5 CH* 
NHBOC 


0 NH2 

A^ 


O 

1 NHBOC 


Ab 
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CUBIST PHARMA 



@048 



1 NHBOC N 
H 


O NH2 

Ai 




AS 


~f~ NH 2 


0 NH 2 

Ab 


O 




0 

HN-^^CONHz 


O NH 2 

Ab 


0 

HnA^^NHTs 
T~ NKBOC 


0 NHg 

Ai 




a5 


0 

HN-^Y^^\^ NHTb 


O NhU 

Ab 




O NH2 


O 

HP NHa 


O NH2 

Ab 


0 

1 NHBOC 


0 NH2 

As 


0 

~P NH, 


O NH, 


O 

> Cbz 




NH 
I 

KN NH 

1 


O NH> 
11 1 

A^ 


O 

T NH, ^H 


0 NH* 

Ai 


~r 1 

__ H 1 


0 NH, 

A2 
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CUBIST PHARMA 



@049 





O HHs 

-no 


F 

NH 2 k N 
* H 


0 Nhb 


OCHj 

~P Nht 

H 


0 NH2 


j NH 2 0 NH 3 


O KIHU 

-no 


H 


O NHz 








O NH^ 


0 

~T NHj 


O NH 2 


H 




O 

KN^S^ NH 2 


O NH^j 


1^ NHf> N ^ 
' nri Z 


O NH2 

-no 


o 

™ NM 2 N ^ 


O NH 2 

-no 


O 

1 


0 NH 2 


NH(CH 2 ) 2 OH 


O NHj 

-no 


HN^Y N T NHPh 
1 N^N 

NH2 


O NH2 
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CUBIST PHARMA 



@050 



H 


0 NH 2 




0 NH2 


- - y 

H 


O NH 2 

A* 


CHs 


0 NH? 


f 
O 


0 NH a 




-A3 


Cl-U 

^ '3 


O NH 2 




O NH> 

-ro 




0 NH 2 


CI 


+ 15 






is 




HN NEt z 


O NH Z 




0 NH 2 




O NH 2 




Ai 
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CUBIST PHARMA 



El 051 





O NH 2 

Ai 




A^ 




AS 




O NH 2 

U 1 




O NH, 

AS> 




O NHo 

Aj 




O NH, 

A? 




AS 


OH 


O NHj 

A3 




O NH 2 

Aj> 


a 


O NH, 

Ab 




O NH 2 

Ab 


2 


O NH 2 

A? 




AS 


2 


O NH, 

A3 
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CUBIST PHARMA 



@052 





O NH 2 

Ab 




•To 


NC 


Ab 


CI 


Ab 




0 NHz 

Aj 


"2 


O NHi 

A3 




O NHb 

Ab 




0 NH 2 




O NH 2 

Aj> 




A? 




O NH 5 


\ / 2 


Ai 


2 


0 NH 2 

Ai 


7 2 


0 NH2 

Ab 



C059 US Resp to 082404 OA 092404 p ag c 5 1 of 78 



PAGE 52/79 * RCVD AT 9/24/2004 3:05:44 PM [Eastern Daylight Time] * SVR:USPT0-EFXRF-1/3 * DK1S:8729306 * CSID:7818610566 * DURATION (mm-ss):1 7-14 



09/24/2004 15:15 FAX 7818610566 



CUBIST PHARMA 



@053 





Ai 


2 


0 NH 2 

As 


NO 2 


Aj 




O NHa 

As 




O NH 2 


/ OMe\ 

^^^^ 2 


0 NFU 

1 1 

■TO 


NH 2 


O NH 2 


/ OMo \ 


0 NH a 


H -rc F 


0 NHa 

A^ 








Ai 




O NH 2 




O NH 2 

II 1 

Ai 




O NH2 

Ap 




Ab 
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CUBIST PHARMA 



@054 





0 NH2 

A^ 




JUL 

+ o 






/ \ 


O NH2 

Ab 


jj > 

1 N 
H 


0 NH2 
11 l 

A3 


H <YVv 


11 1 

A? 




-AS 






Ph 

1 M 
N 


A^ 


H -rcCo 


O Nhfe 

Aj> 


<oco) 2 


0 NH2 

Ajj 


1 ^^O n Dodecyi 






O NH 2 

Ab 




A^ 




Aii 
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CUBIST PHARMA 



!2]055 
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CUBIST PHARMA 



@) 056 



H JCY\ 


O NHj 




O NH 2 

Ab 




O NHz 

A? 


=f-TO 

rt P*ntyl 


O NHj 

A3 


A3), 


O NH 2 

A3 




O NH 2 

A3 




O NH 2 

-r u 


o ~_ 
T NH 2 


Ab 


I NhFmoc 


A3 




0 NH 2 


0 


A6 




A3 


2pQr 0H 


A? 


OH 


A3 




0 NH 2 

A3 




0 NH 2 

A3 
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CUBIST PHARMA 



@057 



"p 




O SO^H 

X I: 


0 NH* 






O 


0 N 3 


Boc 


O NHj 

A^ 




0 NH 2 

Aji 


2 


A^ 




O NH 2 

A^ 




O NH 3 

As 




O iMhfe 
II 1 

Ab 


Ct 

1 

H -C6 


Ai 


o 

H 


0 

-TO 


^ n Hexyl 


0 NHa 
II 1 

A^ 




O NH 2 

Ab 




O NH 2 

Ab 


H 


■A5 
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t Ph 


0 NH 2 




0 NH 2 

•TO 


_ /=\ /=\ 
1 CI 


AS 




O NH 2 




-TO 






~p H H 




1 \ H '2 


0 NH 2 

At) 


1 H 


O NH 2 

wwwu l| | 

1 


"T^ NHBo c 


O NH2 


nr* nh 2 


AS 


1 cr 


O NH2 

A& 


o 

i — — 


O NH 2 




-f*t5 




AS 


CI 


-AS 




A5 
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CUBIST PHARMA 



o 


O NH 2 


1 «— » f» 


0 NH 2 




O NHo 




■A5 




0 NH2 








0 NH 2 


1 


O NH 2 


1 b 


-AS 




AS 




O NH 2 

-A3 




AS 




O NH 2 


o 

NH2 




0 

T NH 2 


-AS 


NCfe 


-r\5 




I Aq 
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CUBIST PHARMA 



@060 



NBoc 

...A... 
~r ' — ^ 


O NH 2 


CI 


O NH 2 

II 1 

-TO 


NQ2 


O NH 2 


NO, 0 


A3 




0 NH 2 

-TO 


NH 

titf*^** 


O NHj 








O NH 2 

AS 




O NH 2 




O NH2 




0 NH2 

1 1 

-PC" 




-no 


OH 


O NH 2 

+ C 




-no 
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16. (Withdrawn currently amended) The compound according to claim 
15, wherein R is s elected from NHCO-[(CT2)6.h]-CH 3 . 

1 7. (Currently amended) A pharmaceutical composition comprising the 
compound according to any-one either-one of claims 4-4 3 or 4 a nd a pharmaceutical^ 
acceptable canier. 

18. (Withdrawn-currently amended) A method of treating a bacterial 
infection in a subject, comprising the step of administering a th e rap e utically effective 
amount of t he pharmaceutical composition according to claim 17 to a subject in need 
thereof for a time and under conditions effective to ameliorate said bacterial infection 

19. (Withdrawn-cuuently amended) The method according to claim 18, 
wherein said subject is s e l e ct e d from th e group consisting of a human, an animal, a cell 

C059 US Resp to OS2404 OA 092404 Page 65 of 78 



PAGE 66/79 1 RCVD AT 9/24/2004 3:05:44 PM [Eastern Daylight Time] ' SVR:USPT0-EFXRF-1/3 1 DNIS:8729306 " CS!D:731261 0566 ' DURATION (mm-ss):17-14 



09/24/2004 15: IS FAX 7818610566 CUBIST PHARMA ©067 



culture or a plant. 

20. (Withdrawn) The method according to claim 18, wherein said 
bacterial infection is caused by a gram-positive bacteria. 

21. (Withdrawn) The method according to claim 20, wherein said bacteria 
is an antibiotic-resistant bacteria. 

22. (Withdrawn-cimently amended) The method according to claim 21, 
wherein said antibiotic-resistant bacteria are resistant to an antibiotic selected from tho 
group convicting of vancomycin, methicillin, glycopeptide antibiotics, penicillin aad or 
daptomycin. 

23 . (Withdrawn) The method according to claim 18, further comprising 
the step of co-administering more than one compound of Formula (I) to a subject in need 
thereof. 

24. (Withdrawn) The method according to claim 18, further comprising 
the step of co-administering an antimicrobial agent other than a compound of Formula (I) 
to a subject in need thereof. 

25. (Withdrawn-cuirently amended) The method according to claim 33 
24, wherein said antimicrobial agent is solootod from th e group oonoisting of penicillins 
gad-related drugs , carbapenems> cephalosporins and rolatod drugs , aminoglycosides, 
bacitracin, gramicidin, mupirocin, chloramphenicol, thiamphenicol, fusidate sodium, 
lincomycin, clindamycin, macrolides, novobiocin, polymyxins, rifamycins, 
spectinomycin, tetracyclines, vancomycin, teicoplanin, streptogramins, anti-folate agents 
including sulfonamides, trimethoprim and its combinations and, pyrimethamine, synthetic 
antibacterials including nitrofurans, m e thenamino mand e lat e and mothenamin e hippurat e, 
nitroimidazoles, quinolones, fluoroquinolones, isoniazid, ethambutol, pyrazinamide, 
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para-aminosalicylic acid (PAS), cycloserine, capreomycin, ethionamide, prothionamide, 
thiacetazone, viomycin, ovominomyoin, eveminomicin. glycopeptide, glycyloylclm e; 
glycylcycline, ketolides, o - xazolidinon e ; nva7nlidinnTies. imipenen, amikacin, netilmicin, 
fosfomycin, gentamicin, ceftriaxone, Ziradn r56-deacetvl-57-demetb.vl-45-Q-de(2- 
methvl-l-oxOTropvl)-12-CV(2J,6-tridcoxv-3<^m^ 

arabino-hexopvranosvnflambamvcinX LY333328 foritavancin). CL 331003, HMR3647, 
Linezolid (N- fr(5SV3-r3^fluoro-4-(4--morpholinvl'>phenvl]-2-oxo-5- 
oxazohdinvH ^^iiYilg^^inide^- Synejcid ( dalfopristin -quinumistin). Aztreonam Q± 
[ffZVfM2-a^ inft-d-thi^ olvlV2-rraS3S)-2-memvl-4^xo-l-siilfo -3-azeri aminoV 
2-oxoethvlidene1aminoloxv1-2-methvl-propanoicacid\ Metronidazole (2-melfavl-S-nitro- 
1 H-imidasole-l -ethanol). Epiroprim (5- [[3.5-diethoxv-4-(lH-P vrrol-l-vltphenvllmethvn- 
^ ^py rimidinertiamineV OCA-983 n^rf2SV2-ammo-3-methvM-oxobutv namino1-2.5- 
a nhvrtm-^-S -[r4RJS>6SV2^box\^64flRVl-hvdroxve1hvn^i netlivl-7-oxo-l- 
a^abicvclor3.2.01hmt-2-en-3-vlVl.4-dideoxvO-tMo-D-threo-pentitol\ GV- 143253 
(trinem). Sanfetrinem sodium (( IS. SS. 8aS. 8bRVl. 2. 5, 6. 7. 8. 8a. 8b-octahvdro-l- 
[riRVl-hvdroxvethvl1-S-methoxv-2-oxo-azetor2.1 -a1isoindole-4-carboxvUc acid), CS- 
834 f(4R. 5S. 6SV6-rflRV1-hvdroxvethvn-4-methvl-7- oxo-3-rrf3RV5-oxo-3- 
pvrrolidinvnthiol-l-azabicvclo r3.2.0lhept-2-ene-2-caiboxvl ic acid ( 2 .2-dimethvl- 1- 
oxopropoxvtoiethvl ester). Biapenem (6-rrf4R.5S.6 SV2-<:arboxv-6-rflR'>-l- 
hvdroxvethvl1-4-inethvl-7-oxo-l-azabicvclo[3.2.01hept-2-en-3-vllthio1-6 . 7-dihvdro-5H- 
pvrazolorL2-ain.2.41triazol-4-ium inner salt"). A 99058.1. A 165600, A 179796, KA 159 
fstipiamide), Dynemicin A (( lS.4R.4aR,14S.14aS.l 8ZV1 .4.7.12.13. 14 -hexahvdro- 
6.8. 1 1 -trihvdfoxv-3-methoxv- 1 -methvl-7. 12-dioxo-4a. 1 4a-epoxv-4. 1 4- 
[3]hexene[l -S]<uvnonaphthor2.3-clphenanthjidine-2-carboxvlic acid). DX8739 
ff4R.5S.6SV3-rr(3S.5SVS-rr4-rf2S)-5-ainino-2-hvdroxv-l-oxopentvl1-l- 
pipera7invllcaTftonvM-3-PvrroUdm^ 

azabicvclor3.2.01hept>-2-ene-2-caiboxvlicacid). DU 6681 ((4R.5S.6SV3-fr(6SV6.7- 
dihvdio-5H-PVfrolor 1 .2-alinndazol-6-vl1thio1-6-r(lRV 1 -hvdroxvethvn-4-meth vl-7-oxo- 
l-azabicvclor3.2.01 hept-2-ene-2-carboxvlic acid). Cefluprenam ( (2E)-N-(2-amino>2- 
oxoethvlV3-r(6R.7R)-7-rr(2Z)-(5-amino-1.2.4-thiadiazol -3-vnr(fluoro 
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methoxv^iminolacetyTI amino1-2^arboxv--8-oxo- 5-thia-l-azabicvclof4.2,01oct-2-en-3-vl^ 
N-ethvl-N-Tnethvl-2-propen-l-ammn iTn inner salfL ER 35786 (f4R.5S.6SV6-IYlRVl - 
hvdroxvethvl1-3-rf(3S.5S^ 

pyrrolidinyllthioM-me^ acid 
monohvdrochloridel Cefoselis f(6R,7RV74r(2ZVf2-ainin< ^thiazolvnfmethoxv 
iminnWelvl]amino1-34f^^ 

yl]methvI]-8-oxo~5-thia-l-azab^ arid\ Sanfetrinem 

celexetil fHS.5S.8aS.8bRM .2 J A7,8.8a.8b<>c^^ 

Tngthoxv-2-oxo-a2etor2.1-a1isoi]ndole-4-carboxvl ic acid l-r(cvclohexvloxv)carbonvn 
oxv]etbvl ester). jiGP-34 . Cefpirome q-rrf6R,7RV7-rr(2Z W2-amino^4- 
thiazolvlVmcthoxviTnino^acetyn airtiTin] -2-caiboxv-8-oxo-S-tbia-l -azabicvclo[4,2.01oct- 
2^-3-vl1methyl1-6,7-dihvdro-^^ inner ^alty HMR-3647 (3- 

der(2,6-didcoxv-3-C-methvl-3-Q-methvl-alpha-L-ril^ 1 .12- 

dideoxv-6-Q-mcthvl-3-oxo- 12.11 -roxvcarbonvirr4-r4-(3-pvridiTivl VlH-imidazol- 1 - 
vllbutvlliminoll-eiytto RU-59863 ( C-7 catechol substituted cephalosporin), 

Mnm.^iriin. KP 736 f(6R.7R)- 7-rrf2ZVf2-aTnino-4-thiazolvn rrf l fc 4-dihvdro-1.5- 
dihvdroxv^oxo-2-Pvridinvl)methoxvl imiiiolacetvl1amin ol-8-oxo-3-[n .2-3-thiadiazol- 
5-vlthio)mcthvl]-5-thia-l-azabicvclor4.2.01oct-2-ene-2-carboxv1ic acid disodium salt! 
Rifalazil fl ^4-didehvdro-l-deoxv-l -^ihvdro^'-hvdroxv- S'-r^^-methvlpropvlVl- 
piperazinvll-l-oxo-rifamvcin VIII), Kesan, AM 1732, MEN 10700 f(5R.6S)-3-rf(2- 
amino-2^xoethvnmethvIammo1methvll-6-rnR)- l -hvdroxvethv1]-7-oxo^4-thia-l- 
axflhir:yc1n [3 2 .0"|hept-2-ene-2-carboxvlic acid), Lenapenem ff4R.5S,6S V6-[flRVl- 
hvdroxvethvll-3-rrGS.5SVS-rflRVl-hvdroxv-3-fme^ 

pvrreUdinvl]thioV4-methyl-7^^^ acid), BO 

2502A f(4R.5S.6SV3-[(2S3'S>ISH23iM^ 

4^methvl-7-oxo-l-azabicvclor3.2.01hept-2"ene-2-carboxvlicacid\ NE-1 530 £3^. 

sial\ilacto-lSf-iieotetrao$e), PR 39 (T^ar ginvl-I^arginvl-L-arginvl-L-prolvl-L-ar pinvl-I^ 

pn)Ivl4,-prolvl-I^twosv]-I^leucvl-L-^^ 

prolvl-Ix)rolyl-I^phenylalattv^^ 

prolvl-I^prolvl-I^arginvl-L-i^^ 
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prolvl-I^ar^nvl-I^phenvlal^vl-L-DroI vl-L-prolvl-L-^ginvl-L-Dhenvlalanvl-I^ 
prnlinamide TSEO ID NO: 11V K130 (S-rr4-f3-rr4-K4- 
aminOThenvlWlfonvlTphenvlla^^ 

pvrimidinediamine). OPC 20000, OPC 2015, Vcnoptim, PD 138312 «R)- 7-r3-(l-amino- 

1- methvlelhvlll^vrrolidinvll-l-cv^ 

naphthvridme-3-carboxvUc acid). PD 140248 f7.ff3RV3-rflSVl-aTninoethvl1-l- 
pvm>lidinvl1-l-(2.4-diflunTOphen^^ 

carboxvlic acid). CP 111905 (5-deoxv-5-rrf2EV3-r3-hvd mxv-4-(2-PTopeiivloxv , >phenvll- 

2- methvl-l-oxo-2-propenvllaminol-1.2-Q-methvlene-D-neo -inositon. Sulopenem 
ft5R.6Sy64nR)-l-hvdroxve1hvl1-7-oxo-3-rra^ 

4-thia-l-azabicvclor3 J.0lheDt-2-ene-2-caiboxvlic acid), ri tipenam acoxvl f(5R.6RV3- 
f f(afninocaTbonvl)oxvTinethvl1-6-rf 1R)-1 4wdira vethYl|-7-oxo-4-thia- 1 - 
azabicvclor3-2.0lhept-2-ene-2-carboxvlic acid (acetyl ox vhnethvi ester). RO-65-5788 
fr6R.7RV74rf2ZVf5-arniDO-1.2.4-tMadiazol-3-vl)fhvd roxvimino)ar^l1ami 
f(3^)-l'-rr(S-methv1-2-oxo-13-dioxo1^vl)m^ 
Vv]idene1methvn-8-oxo-S4bia-l-azabi<^d^^ 

monosodium salt). Cyclothialidine, Sch-40832 fN-ff48-ri-rr2 .6-dideoxv-3-Q-(2.6- 
dideoxv-D^iTahino-hexopviraosvlV^ 

1 .3a.4.5.l0.1 1 -1 2.13.14.15.19.20.21.22.28. 29.41.42-oct adecahvdro-41-hvdro 
bisn-hydroxrethyn-l-flivdroxra 

51.54.57-pHfifmethvlene)-3-fmelfavlthioV10.13.20.27.3 8.49.52.55.58-nonaoxo-18H,27H- 
f a ^Q^iminoettianimtTirtethaniroino fithaniiriinoethaniminof 7.2lQuinolinomethanoxy 
methano)-9.6: 1 9. 1 6:26.23 :33.3Q-tetranitiilo-16H.33aH-hnidazor 1\5': 1 ,61pyrido f3,2- 
m lf 1.1 1.17-24.4.7.20. 27lterrathiatetfaa^vclotriaco ntin-l-vl1carbonvlV2.3- 
didehvdroalanvl-2.3-didehvdTO-ala n ine methvl e ster stereoisomer) . SEP 132613, 
micacocidin A (fOC^6-26-A)-rf4S)-2-rr2S)-2-ff2R,4R)-2-r(4 R)-4.5-dihvdro-242- 
fhvdroxv-.kappa.O)-6-pepMphenvl1^-tM^ 

Jcappa.N31-2-flivdroxv-kappa.O)-1 .1-dimethvlethvil-4.5-dihvdro-4-metbvl-4- 
tfaiazolecarboxvlato< , 2-)-.kappa N3. .kapoa.Q41-Zinc) . SB 275833, SR-15402 
((lS.SS.8aS.ahR)-1.2.5.6.7.8.8a.8bH)ctah vd^^ 
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pvm)Udinvlthio1-azetor2.1-a1isomdole-4-carbQxvlic acidV SUN A0026. TOC 39(ld2z 

amino-2-oxoethvlM-rrflEV24f6K7RV7-rrf2Z^-f2-amino^thiazo 

flivdroxviminotecetvllamm^^ 

vl]ethenvnthioVt)vridiiiiuTn inner salO. carumonam (\ \ ( Z)-{2- 1T(2S.3 S V2- 
[[feminocariMnvltoxyTmeth^^ 

thiazQlvn^-oxoethvlider iftlfttninol nxvl-aceticacidy Cefozopran (l-[f(6R.7RV7-IT(2Zy 
( 5-amino- 1 .2.4-thjadiazol-3-vl¥methoxv imino)acetvl1ainino1-2-carboxv- 8-oxo-5-thia-l- 
azabicvclo[4.2.01c^t-2-enO"yl1methvl1-imida 7n|'l ,3-Klp yridazinium inner salt), 
Cefetamet pivoxil < f f6R.mV7-rrf2ZV(2-amino-4-thiazolvnfmethoxv 
itrimnWe1yl]amino1-3-m 

acid f2,2Hjimethvl-l-oxopropoxv>methvl ester), and T 3811 (des-F(6VauinoloTieV 

26. (Withdrawn-currently amended) The method according to claim 22 
24. wherein said antimicrobial agent is selected from the group consisting of imipenen, 
amikacin, netilmicin, fosfomycin, gentamicin, ceftriaxone, teicoplanin, Ziracin, 
LY333328, CL331022, HMR3647. Linezolid, Synercid, Aztreonam and Metronidazole. 

27. (Withdrawn) The method according to claim 19, wherein said subject 
is selected a human or an animal. 

28. (Withdrawn) The method according to claim 27, wherein said subject 

is a human. 
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29. (Withdrawn-currently amended) A The compoun d of claim 3 having 
the formula (DI): 

O NH 2 



HO z C' 




HO2C 



HQ 2 C 



wherein R 1 5 is s e l e cted from hydrido aad an or a c arbamate amino protecting group, 
p referably a tcrt butoxyooibonyl group ; wherein R 16 is selected firom th e group consisting 



-^CH 2 — aryl 



-^CH 2 1 



heteroaryt 



\cH 2 -l 



heterocycfy! 




H 2 N 




r^sr-r- or ^\ 




NH 
II 



and - 



NH 2 



wher e in R ^ a - a - halo or halo substituted allcyl group, pr e ferably a fluoro or 
trifluoromethyl group; and w herein, R 20 is an amino acid side chai n, preferably a ly s ine or 
tryptophan Gido ohaift r 
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30. (Withdrawn-cxirrently amended) The compound according to claim 
29 selected from; 



Compound # 


R 16 




NH 
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O NH 2 
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Compound # 


n 16 
K 


139 




158 




146 

1 TV 


M[ > 

N 
H 


212 




85 


u 


174 




78 


NH 2 


150 


Ph 

V 


130 




138 




168 




274 
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Compound # 


R 16 


^1 7 


rvi _ 


280 




275 




283 


a 

7 XXj 


285 


CI 


50 




38 




115 


CN 


105 




76 




147 




164 
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31. (Withdrawn-currently amended) A method of using the compound 
according to either of claims 29 or 30 to make a compound according to any on e either o f 
claims ±-4 -3 or 4 . 
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